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Abstract 



Disclosed are quinazoline derivatives represented by formula (I): wherein R<1> represents hydrogen, ^^^^S^yL 
a aS^R<2> R<3> R<4>, and R<5> represent hydrogen, lower alkyl, lower alkoxy, lower alkanoyl, or the like; R<6>, R<7>, 
R<8 and R<9> represent hydrogen, lower alkyl, lower alkoxy, aralkyloxy, or the like or any fjj?'"'^^^^ 
comb ned to form methylenedioxy or the like; R<1 0> represents hydrogen, lower alkyl, or the i like; R<1 1 > and R< 2> 
2S hydrogen, lower alkyl, cycloalkyl, phenyl, or aralkyl, or R<1 1 > and R<1 2> are combined together with N to form a 
hetem^ n represents 0, 1 or 2, and pharmaceutical^ acceptable salts thereof. These compounds have 

adenS activity and are useful for the protection of myocardium and for the prevent.on or treatment of 

inflammation such as leg and foot edema. 
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TD!IL, PHl-rfVy^MlOO^l^p 
U£. 1 0#f*. ^^-ifvrJSading/ml) 2 0 0jLe 1 £ 

l£33c 



"'(MMB*. ±»«rBfe£U #JH«B»t»«Ufc. Trit 

on x-\wx'fcw&zmmLtzik. ssfls^^u-^av 

»K ( IC 60 ) SrKBU *^»*»3*lcij*Ufc. 
[0046] 
[*5] 



*§• 


[»H]- Tfyv'^'}^^ 
IC S0 (nM) 


1 


35 


2 


64 


4 


72 


6 


29 


7 


62 


8 


50 


10 


97 



[0047]S»M2 [ 3 H]--FD^yW 

>fy^>- (nb 1 ) ft^mmim (rfyyyKo^ 

fiMWttBS: Jt.4 1 o^JSSfc ) 

/v) fO*^Lfc5 0nMhU^aSBi«apH7- .4 £ 

OOOxg, 4°0, 20»H) . ±JtSr»T^»0^2Jt»*ClRl* 



[0048] tmit^fylcODMSOmmz [3 H]-N 
B I 1 . SnMfeil/ffla^qE^*-]- 5mg ( gffi ) £ 

^Lfcli«iBE4iBlS:jDi. #7X7>f;^- (GF/C 
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eng-Prusoff c^Wc J; LfcffiWER (Kiffi) Mi 

&4 



[0049] 
[*6] 







** 


jr,I(nM) 


1 


2.0 


3 


7.6 


5 


2.6 


6 


1.6 


7 


3.8 


8 


1.4 


10 


2.0 



[00 50] -it^m < i ) zfzitzcomm^mztmz 
ti&i&iz* fflU.fc«KSL ^r^;i^Fj, >-D-/r»k ftftf 
»j, ^mm^m&mmzti&mzizmwLx . 

ffl^ix, CTitf*»^j»OTj. *t^#L m&m* mm 
m. mmitm. mmitm. %ummz^Lx^xi>£ 

aftfffllSe*. $OH7-*, ^^^h- 

[00 52] fi-5*i. fit^-JBJHL flcfi. 
com^{> l-900mg /60k«/HASiBST*5. WTC, 

[00 5 3] 
^MCTl 3-[l-(6. 7-i>> 

1. 2, 3. 4-f l^hKn-l, 6_^^. yU _ 

2, 4-y**vwjy(ft$i!ji.) 

##«l"Cf*£>*l4 3- [1 - (2-?do-6, 7- 

-1. 2, 3, 4-fh7fcFo-l, 6 

2,4- y^rtV V ( ititffa a ) 200mg (0. 40mm 

ol) £^;*^7U*;W*r$ K15mlicS»L. ClillC^/U 



*>JM).18iDl(2.0mmol) fcilXh >Jx^-/UT 5 17ml 
(1.2mmol) 130 "CT 5^mW*Mm.l,tl. SflE 

(6»U «SHK&ff*Lfc. 

&XTfx~T!WkWt£ikt&Zblzi:*)^ SliE-ft^HJ 
£75.6mg («*35% ) SfilSAi: LT»fc. 

[0054] 1 H-NMR(CDC1 3 ) a: 8.01<d, 1H. J=2.0H 
z). 7.48(dd. 1H. J=8.6, 2.0Hz), 7.09(d, 1H, J=8.6H 
z), 7.08<s, 1H), 6.96<s, 1H), 5. 30-5. 15<m, 1H). 4. 
27-4.24(br.-d. 2H), 3. 98*5 J: V3. 93 (#* s, 3H) , 
3. 83-3. 81 (m, 8H), 3.58(s, 3H) .3. 15-3. 00 (n. 4H). 2. 
42<s, 3H). 1.81-1.78(br.-d. 2H). 
IR(KBrfi)(cm-i): 1702. 1653, 1482. 1232. 1207. 
(ftSx^-x—f'/W : 256-257°C 

[00 5 5] mm\2 3- { 1 - [6. 7 -it* 
is- 2- ( 4->^-;P- 1 -t^7y-/H -4-^r^- 
V'y-Zl'] -4-b°^U^-;H -1, 2. 3, 
h7tHn-i, 6-^V^-;u-2. 4-^^y^^ 

""-ft&fta, 300mg(0.63mmol) Srfflvv U >-CCftx 

TN-^^;Ub°^^> ? y0.4m!(3.25ininol) SrJfl^&iaj* 

27% ) fiftl&ftfc LT*te. 

[0056] »H-NMR(CDCl3) 8.02<d, 1H. J=2.0H 
z). 7.48(dd, 1H, J=8.6. 2.0Hz). 7.08(d, 1H, J=8.6H 
z). 7.07(s. 1H). 6.94(s, 1H) , 5. 30-5. 15 <m. 1H). 4. 
26-4.23(br.-d. 2H). 3.97& J:l>'3.93 s. 3H) . 

3.93-3.90(m, 4H), 3.58(s, 3H) ; 3. 10-3. 02 (n. 4H) , 2. 
52-2. 49(m. 4H) . 2.42^ ilX2.36 s. 3H). 1.82- 

1.79(br.-d. 2H). 

IR(KBrl5)(cm-i): 1704. 1656. 1509. 

S£,£ (BBxf/l/-x- : 168-17rc 
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too 57] mnm3 3- w - ; 2- (4-xh^ 

^^;U^-yUb^';^V) -6, 7 -x* h*^- 4 - 
^^y»j-;u] - 4-t°^Ui/-;H -1,2,3,4 
-fh7tFn-l, 6-^>^/U-2. 4-i^^V 

ft^Sa, 600mg(1.25mmol) Srjfl^, McU^f 

vk ^E/Utfi) >cift^T-f y~^=7f->-i£x^;n.9ini 

(12.5mmol) Srffl^S^Mi. Htt« 1 ^ffi(C*t 
«ie<b^«5S:760. Omg (1R^99% ) SetS** LT 

[00 58] iH-NMR(CDCl 3 ) 8.02(d, 1H, J=2.0H 
z). 7.48(dd. 1H, J=8.3. 2.0Hz). 7.08(d, 1H. J=8.3H 
z), 7.06(s, 1H), 6.93(s, 1H) . 5.30-5. 15(ra, 1H) , 4. 
80-4.74(br.-d, 2H) , 4.25-4. 21 (br.-d. 2H), 4.15(q. 
2H, J=7.3Hz). 3.98. 3.93& J:t^3.58 <#* s. 3H). 
3.09-2. 85(m, 6H) . 2.60-2. 45<m, 1H) , 2.42(s. 3H),. 
2.02-1. 98(br."-d f 2H) . 1.82-1. 63 <m f 4H) . 1.27{t, 3 

H. J=7.3Hz). 

IROCBrfiXciir 1 ): 1699. 1656, 1459. 

»W£ /u-*): 103-105X: 

[ 0 0 5 9 } 3 - U - [ 2 - ( 4 -i])V# 

^b^'J vV ) -6. 7-^ h^^-4-^r^ x /*J 
- 4 - b^ V S J—!V \ -1. 2. 3, 4-f h7 
hKo-l, 6-Vyf-/U-2, 4-y«V^^/>J 
>'UL-£*J4) 

lltt«3T1#^iX^-ft-&fl!l3 . 400mg(0.65nunol) 
y-/H0ml(Cfg»L, Z.tl\Z2m£A&VL J fYV*7J*fc 
?SJR5ml £Jn;i. lB$HJa»3I8EL3t. ^Blf*, 

L tz . »b b b £ 7jcfc <fc * * y -)^X-mW^ hZtlz 
£9, «sE-f k-^-tt 2:308- Omg (JR*81Z) fifeSJIi: L 

[0 0 60] l H-NMR(CDCl 3 ) <5* : 7.98(d, 1H, J=1.0H 
z), 7.45(dd. 1H. J=7.0, 1.0Hz). 7.06(s. 1H), 7.04 
(d, 1H. J=7.0Hz), 7.01(s, 1H). 5.30-5. 15(m t 1H), 
4.71-4.67<br.-d. 2H) , 4.29-4. 25 (br.-d. 2H) . 3.95. 
3.90&J;t/3.55 (#/? s. 3H). 3. 10-3.01 (m, 6H) . 2.6 
0-2. 40 (m. 1H). 2.40(s, 3H) . 2.05-1. 99(br. -d, 2H) . 

I. 85-1.65(m. 4H). 

IR(KBrft)(cri): 3400(br), 1700, 1654, 1639, 1521. 
§k£ (^^y-;^-7K); 189-190X: 

[0061] mmms 3- [ i - (2-^^75 

y-6, 7-y7b*y-4-^/'J-;I/) -4-t 
^'J^]-l. 2, 3. 4-f h7hh'D-l, 6 

-y7f^-2, 4-^^y^f^/y > (-ft^5) 

fl^fta, 300mg(0.63mmol) SrJflW ^/i^f- »J XCftx. 
t7ot;l/7S V0.3ml(3.25mmol) SfBt^JJlMi, H 
SfcCT 1 ^O^rffitl* t X . WMikSVnZ 143. Omg ( IK^42. 
4% ) StygAfc LT?#*:. 



■[00 6'2] JH-NMWCDClg) 6: 8.01(d, 1H. J=2.0H 
z), 7.48(dd, 1H, J=8.3. 2.0Hz). 7.08<d, 1H. J=8.3H 
z), 7.07(s. 1H), 6.95<s, 1H), 5.30-5. 15<m, 1H). 4. 
26-4. 23 (br.-d. 2H), 3.97. 3. 93*3 J: X/3. 57 s. 
3H). 3.24(s. 6H), 3. 10-3.01 <m.4H). 2.42(s. 3H) . 1. 
81-1. 78 (br.-d. 2H) . 

HKKBrfKMcm" 1 ): 1695. 1656, 1553. 1512. 1503. 
SL<5 (BKxf;Hi-r^): 220-22rc 
[0063] mm 6 3 - { 1 - [ 2 - fcf* ( 2 -b 

■^y»J-;U] -4-b D ^'J^-;U> - 1 . 2. 3, 4- 
fh7tFD-l, 6-is**J)s-2. 4-^^y^r 

ft^a, 500mg(1.04mraol) SrJHO, JgjKi: LTv-'-Xf- 

5 H^ft^TN->^;Ub°QtJ^y>^ffl 
I * , U WCft^T ^ y -}VT 5 V 1. 0ml (10mm 

on im^btmti* mmmico-xmizm&x. wasit 

^ttS-163.5nig (1R^28% ) Bfettifcfc L"C»fc. 
[0 064] 1 H-NMR(CDC1 3 ) S.OHd, 1H. J=2.0H 
z). 7.48(dd. 1H, J=8.3. 2.0Hz), 7.09(d. 1H. J=8.3H 
z). 7.04(s. 1H). 6.84(s. 1H), 5. 30-5. 15(m/lH) . 4. 

25- 4.20(br.-d, 2H). 3.96*5 J;tf3. 92 (#* s, 3H) . 
3. 92-3.84 (i, 8H), 3.56(s, 3H) . 3. 19-3. 00 (m. 4H). 2. 
42 <s, 3H). 1.84-1. 80 (br.-d, 2H). 

I R (KBr$| ) (cm* 1 ) : 3400(br), 1698, 1656, 1498. 

(SSxf;Kx-f/H : 157-16HC 
[0065 3 mmmi 3-<l-<2-[N-<2- 

yyf^r^yxt/u) -N-y-^/ur = y l -6.7 

yUJ-1. 2. 3. 4-fh7tKo-l, 6-^^ 
^-2. 4-^^rV^r^/U> (ft-grlft? ) 
ft^fta, 300mg(0.63mraol) ij ^Cft^ 

TN, N. N' - h ] J jt^'JUX.^Uyz/T 5 V0.4ml (3. 
amoDSrfflv^&fiWHi. HS&Wl^^c^tT. fltiE 
ft*«lS:86.3Bg («X*24% ) ^^ s B ®ll*fc LTWfc. 
[006 6] 1 H-NMR(CDC1 3 ) d: 8.01 (d, 1H. J=2.0H 
z), 7.48(dd, 1H, J=8.2. 2.0Hz), 7.08(d. 1H. J=8.2H 
z). 7.06(s. 1H), 6.97(s, 1H), 5.30-5. 15(n, 1H), 4. 

26- 4. 22 (br.-d, 2H). 3.98& J;t/3.93 <#* s. 3H) . 
3.86(t, 2H, J=7.3Hz). 3. 58 J: 1/3. 25 (^-^ s, 3 
H), 3.11-3.00(m, 4H). 2.63(t, 2H, J=7.3Hz), 2.42 
(s, 3H), 2.37(s, 6H), 1.80-1.77(br.-d, 2H) . 
IR^Br^Xcm' 1 ): 1700. 1656, 1509. 

[0067] mmms 3 - [ 1 - ( 6 . 7 - 
y-2-/nt:;i,7$y-4-^ty' 1 J-;i/) -4 -tr 

^< U ^ - ;U ] -1, 2, 3, 4-ff7hKo-l, 6 

ft-&fta, 300mg(0.63mmol) 5rffll\ JSJKtLT^-f" 
;^;UAT ^ Ffcft-i-C N -y f-yUb'n OiSyy&m 
\\ ^Jl-* U >-^ft^LT Tn bVUT ^ >0. 3ml (3. 2mmol ) 
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5:124. 5mg (Um7X ) &&&&t LT»fc. 
■[0 0 6 8] l H-NMR(CDCl 3 ) £ : 8.02(d. 1H, J=2.0H 
z), 7.49(dd, 1H P J=8.6, 2.0Hz), 7.09(d, 1H, J=8.6H 
z), 7.08 (s. 1H), 6.94 (s, 1H) , 5.32-5. 23 (m. 1H) , 4. 
38-4. 34 (br.-d, 2H) , 3.98. 3.92*3 ± #3. 58 (#* s, 
3H), 3.52-3.38(m, 2H) , 3.21-3.00(m, 4H), 2.42<s, 3 
H). 1.86-1. 82 (br.-d. 2H), 1.67(sext, 2H, J=7.4Hz), 

l.OKt, 3H, J=7.4Hz). 
IR(KBr^)(cm- 1 ) : 1703, 1654, 1508. 
BUS (SSxf ;l/-X-fyW: 156-160 C C 

[00 69] mmM9 3 - [ 1 - ( 2 -<>>/^7 5 
7-6. 7->V N^v--4-^r^V';-;U) -4-t" 
^'Jy-;i^] -1,2,3,4 --r b h'o- 1 , 6 
- V* f-.'U- 2 , 4 - v v ^^r V U > ( -ffc&tt 9 ) 
fl^tta. 500mg(1.04mnK>l) SrJHW LT 
;^/l/AT $ Ktcfti-T N - **)Wu ViSyy^m 
t\ U XCftx.TO' >7UT S ^0. 5ral (5.2mmol) 

£31.8mg (42*5.7%) BfiBAfc LTSfc. 

[00 7 0] 1 H-NMR(CDC1 3 ) 8: 8.01 (d.lH, J=1.5H 
z), 7.51-7.22(m. 6H) . 7.09(d, 1H, J=8.5Hz), 7.08 
(s, 1H), 6.%(s. 1H), 5.30-5. 15<m. 1H) , 4.71(d. 2 
H, J=6.6Hz), 4.34-4.29(br.-d. 2H) , 3.99, 3.93&J: 
#3.58" <** s, 3H), 3.13-2.97(m.4H), 2.42(s, 3H), 

1.82-1.7S(br.-d, 2H) . 
IR(KBr^)(cm-M: 1703, 1659, 1560, 1511. 
St£ (gHgX^-X-TVP): 136-139*C 

ioo7 1] mmmio 3-[i-<6, 

*is-2-*)l'*VS- 4- - 4 - t'^ 
Vi/-jUl -1. 2, 3, 4-^fh^t Kn- 1 , 6 - 
V*^)V-2, 4-> : **V*1-YV > • iit^ 
ftl 0 ) 

m-mi : ^ftat«^T##<W2 : rf#^ft-s> 3 - 

[1- ( 2 - 7 U O - 6 . 7-yXh^fy-4-^t/ 
-4-b°^»J> r x;U'] - 1 . 2, 3, 4-f h 

7tHo-i, 6-^^-2, 4 y*^y 

»J>- (-ft-g-ttb) 3.60g(7.09mmol) «rffll\ jgJKi: LT 
^ f-;W*A-A r 5 K (CittX N - > f/l/t'D 'Jy/y 

cOjai8l*S«:3.47g (iR*85% ) fifeJSfti: LT»fe. 
[00 72] 1 H-NMR(CDC1 3 ) 8.01 (d, 1H, J=1.5H 
z), 7.49(dd, 1H. J=8.5, 1.5Hz), 7.11(s, 1H) , 7.08 
(d, 1H. J=8.5Hz), 6.97(s. 1H), 5.30-5.20<m, 1H), 
4.28-4.24(br.-d, 2H) , 4.20&J:#4.12 (#* q, 2H, 
J=7.0Hz). 3.84-3.Sl(m, 8H) , 3.58(s, 3H), 3.20-2.95 
On, 4H), 2.42<s, 3H) , 1.85-1. 81 (br.-d. 2H) , 1.51*3 
J: #1.49 («■■* t. 3H, J=7.0Hz). 
IlKKBrfiXcnr 1 ): 1699, 1656, 1563, 1459, 1237, 118 
0, 1109. 



It* (x-^r;U): 228-229X2 

[0073] jszhb : »-amT»fen)taHwai 

1.0g(l-74mBol)S:BiSx^;U'20niHC»»L. ZlXlZ. m 

U lOJHHflWUfc. WiiSUaSftSrrKU »8xf 
yKWt^^^aO., WE^ft*0,87g (1R^S2 

[0 0 74] iH-NMR(CDClg). 5: 8.49(br-s, 1H) , 8.00 
(s, 1H), 7.50(d. 1H, J=8.5Hz), 7.11(d, 1H, J=8.5H 
z), 7.07(s, 1H), 5.45-5.30(m, 1H). 4. 66-4. 61 (br.- 
d, 2H),4.34-4.32(br.-d, 2H) , 4. 13-4. 0S(m. 6H) , 3.8 
4(br.-s, 4H), 3.57(s. 3H) . 3.57<s. 3H), 3.40-3.31 
(br.-t, 2H). 3.01-2.89(ra. 2H) . 2.43(s, 3H) . 1.92- 
1.88(br.-d, 2H) , 1.50*5 J: #1.48 (*^? t. 3H, J=7.0 
Hz). 

■bS (iSxf;W: 193-195°C 
[007 5] mmi 1 3- I 1- [2- .{isA- 

2, 6-y7f;^/^'jy ) -6 , 7-y'xh^ y - 
4-Jrty* , ix;H -4-tT^U^-/H -1.2. 

3, 4-f b7tHn-l, 6-^^-2. 4 

^v^t/'j^- JSHffi (fl:£*i i ) 

[007 6 ] 1 H-NMR(CDC1 3 ) 8: 8.01 (d. 1H. J=1.5H 
z). 7.48(dd, 1H, J=8.5, 1.5Hz), 7.10(s, 1H), 7.08 
(d, 1H, J=8.5Hz), 6.92(s 1H). 5.30-5. 15(m, 1H), 4. 
66-4. 61 (br.-d T 2H), 4.21-4.07(m t 6H) f 3.70-3.69(m, 

2H), 3.58(s, -3H). 3. 10-2.990MH) , 2.65-2. 55(br. - 
t, 2H); 2.42(s. 3H). 1.82-1. 76 (br.-d, 2H). 1.51 i5 
i:#1.49 (#^ t, 3H. J=7.0Hz), 1.28(d, 6H. J=6.0H 
z). (jttKaSfcLT) IR(KBrfg)(cm-i): 1702, 1658, 

1591. 1460. 1262. 
MA (X-t-;U): 241-242°C 

[0077] mm 12 3-I1-I6, 7-y'xh 

;U] -4-t e ^y^x;l^} -1, 2, 3. 4-f h7t 
Ho-1, .6-^>^-2. 4-y^VWJy 
■ ififfit^ ( ^b^ft 12) 

[00 7 8] 1 H-NMR(CDC1 3 ) ^: 8.01(d, 1H. J=1.5H 
z), 7.49(dd. 1H, J=8.5. 1.5Hz), 7.09(s, 1H), 7.09 
(d, 1H. J=8.5Hz), 6.90(s, 1H) , 5.25-5. 10 (m, 1H) , 
4.25-4.0S(m, 10H) f 3.58(s, 3H) , 3. 10-2, 99 (m ( 4H). 
2.80-2.60(n. 4H), 2.42(s, 3H) . 1.81-1. 77 (br.-d, 2 
H), 1.51 *5j:#l.-49-<#* t, 3H, J=7.0Hz). (Mm 

IR(KBrfiXcn-i): 1698, 1657, 1587. 1458, 1270. 



(IS) 
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I!£ (X— r/U) : 179-1S2°C 

[0079] mmm is s - < i - i e . i h 

2 - ( 1 - t^^-yu) ] 
-4-b e ^'J^-^/ - 1 , 2, 3, 4-fh7tKn 
-1. 6-^^-2. 4 -^V^t/'JV * 2 

(fcirftl 3) 

* fVfr v y dft £ T ^ v y £ jh ^ & «Wi . ^6#J 

[00 803 1 H-NMR(CDC1 3 ) d: 8.02(d, 1H, J=1.5H 
z), 7.48(dd, 1H, J=S,5, 1.5Hz), 7.10(s, 1H) , 7.09 
(d, 1H. J=S.5Hz), 7.00(s, 1H) , 5.35-5. 10(m. 1H), 
4.29-4.24(br.-d, 2H) , 4.2033 ±#4. 13 q, 2H, 

J=7.0Hz). 4. 10-4. 00 (ra, 4H). 3.5S(s. 3H) , 3.17-2.99 
(m, 8H), 2.42(s. 3H) , 1.81-1.76(br.-d. 2H), 1.5233 
£1X1.49 <#>!f t, 3H, J=7.0Hz). (MM*&mtLX) 
IR(KBr«)(cm-i): 1701, 1656, 1651, 1626, 1585. 145 
9, 1257. 

[008 1] mt&mi 4 3 - { 1 - [ 6, 7->Xh 
^-2- ( 1 -&<7 S J-J)s) -4-^r 

-^yy— ;u] -4 -e^y^x )V) - 1 , 2, 3, 4- 
fh7tFD-l, 6-^^-2. 4-^***/* 
-t- V" U >- ; 2 ^ ^ ( ft^-fii 1 4 ) 

[00 82] l H-NMR(CDCl 3 ) 8.01 (d, 1H, J=1.5H 
z),'7.4S(dd, 1H, J=8.3. 1.5Hz), 7.10(s, 1H), 7.08 
(d. 1H. J=8.3Hz), 6.92(s, 1H) , 5.30-5. 15<m, 1H), 
4.25-4. 23(br.-d, 2H) , 4. 19*3 «tV4. 12 q, 2H. 

J=7.0Hz). 3.S£-3.83(ra, 4H) t 3.58(s. 3H) , 3.08-2.% 
(m, 4H), 2.51-2.48(m, 4H) . 2.41 33 J: 2. 34 (#* 
s, 3H). 1.81-1.78(br.-d. 2H) . 1.51 33±tfl.48 (# 
* t, 3H, J=7.0Hz). (ffiM&mtLX) 
IRtt'BriKHciir 1 ): 1705, 1658, 1637, 1195. 
ML£ (Sixf.;l/-x-f^): 187-189 e C 

[0083]»I15 3-[l-(6, 7-yXb 
2 ~b°^'J -^V'Jx/t ) -4-t*^ 

y^x/U] - 1 , 2, 3, 4 -f h7t Ko- 1,6- 
^ 2,4- y^^y^f^/ U > • ( 

mi 5 ) 

[00 84] iH-NMR(CDCl 3 ) S: 8.02(d, 1H, J=1.5H 
z), 7.48(dd. 1H, J=8.5. 1.5Hz). 7.09(s, 1H), 7.09 
(d. 1H. J=8.5Hz), 6.90(br.-s, 1H), 5.30-5. 15(m, 1 
H). 4.30-4.05<m, 6H) . 3.90-3. 75 (m. 4H) , 3.58(s, 3 
H), 3.15-2.95(m. 4H) . 2.42(s, 3H), 1.81-1. 75(br.- 



d. 2H). 1.54-1. 53(m, 6H) , 1. 5133 J: t/1.48 t, 

3H, j=7.ohz). mm&mt ix > 

IR(KBrfK)(cm-i): 1706. 164S, 15S6. 1459, 1271. 
MA (X^/-/I,-X-x7l): 189-191KT 

[0085] mmm is 3- ii-[6, 

- 4 - >J v-'x/U} - 1 . 2, 3, 4-rb7tHQ 
-1, 6-^f-;U-2, 4-y«VWJ> • 

£3S (-fk-^flai 6) 

[0086] 1 H-NMR(CDC1 3 ) £ : 8.02(d. 1H. J=1.5H 
z). 7.48(dd, 1H. J=8.5. 1.5Hz>. 7.10(s, 1H) , 7.08 
(d, 1H, J=8.5Hz). 6.95(br.-s, 1H). 5.30-5. 15{m. 1 
H), 4.40-4.24(m. 2H) . 4.2033 J: 1*4. 11 q. 2H, 

J=7.0Hz), 3.70-3. 50(m, 4H), 3.58(s. 3H) , 3.08-2.99 
(ra, 4H), 2.42(s, 3H) , 2. 00-1. 96(ra. 4H), 1.80-1.77 
(br.-d, 2H). 1.5033itA.48 <#* t. 3H, J=7.0Hz). 

IR(KBrf8)(cm-i): 1706, 1648, 1626. 1601. 1538. 146 
2, 1270. 

(X-r-zU) : 220-222-C 

loosummmi i 3- [ 1 - (6, 7-yxh 

-4 -tr^.'J^x;P] -l, 2. 3 . 4-f h7th'u 
-1. 6-^>^-2, 4-^^y^r^V' , J >- ■ S 
i^iM (ft'&ftl 7) 

[0088] 1 H-NMR(CDC1 3 ) ^: 8.01(d, 1H, J=2.0H 
z), 7.48(dd. 1H, J=8.6. 2.0Hz). 7.10(s, 1H). 7.08 
(d. 1H, J=8.6Hz), 6.90.(br.-s, 1H). 5.30-5.10(ra. 1 
H), 4.21-4. 14(ra, 4H) . 4.10(q. 2H, J=7.0Hz), 3.90- 
3.70(m, 4H). 3.58(s. 3H) , 3.07-2. 95(m, 4H) . 2.42 
(s, 3H). 1.95-1.80(m. 6H) , 1. 56-1. 40(m, 4H). 1-50 
33.fctA.47 t, 3H, J=7.0Hz). mm&mtL 

X) 

IR(KBrfi)(cm-i): 1700, 1660, 1650 r 1592. 
It* (x-x/U): 154-163°C 

[0089] mm\ 18 3 - [ 1 - ( 2 - V7W)V 
7 -^'Xh^f^-4 - WJ^P) -4 
- t°^'J ^'x;H - 1 , 2, 3. 4-fh7tKn- 

1, 6-^^-/U-2, 4-^VWJ^-«K 
« (ft*ftl8) 

[00 9 0] 1 H-NMR(CDC1 3 ) ^: 8.02(d, 1H, J=1.5H 
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z), 7.4S(dd. 1H. J=8.5. 1.5Hz). 7.09(s, 1H) , 7.09 
(d f 1H. J=8.5Hz). 6.88(s, 1H). 5.30-5. 15(m, 1H), 
4.21-4. 18<br.-d. 2H) , 4.18*5^^4.10 q, 2H, 

J=7.0Hz). 3.65-3. 50<ra, 4H) . 3.57(s, 3H), 3.10-2.95 
(m, 4H), 2.42(s, 3H) , 1.80-1. 66 <m f 6H) , 1.50*3 <tV 
1.48(3--* t, 3H, J=7.0Hz), 0.95-0.91 (dist.-t, 6H). 

IR(KBrfi)(cnr»): 1708, 1659, 1627, 1593. 1543, 136 
1. 

ML* (X-t^) : 240-24ZC 

[0-091] jtJSflf! 19 3-[l-(6, 7-y'lb 
b^.'J >?-;U] - 1 , 2. 3, 4-f h7t>'n-l, 

6-^^-2, 4-zs**v*i-*/vy • man 

0cO^ffiic*tT. «IBtft^»a:Bfe3lSfti: LT 

[00 9 2] *H-NMR(CDC1 3 ) $: 8.01 (d, 1H, J=1.5H 
z), 7.49(dd, 1H, J=8.3, 1.5Hz). 7.10(d, 1H, J=8.3H 
z), 7.09(s. 1H), 6.93<s, 1H). 5.40-5.20(m, 1H) , 4. 
52-4.48(br.-d, 2H) , 4 . 20& «t V4 . 09 (#* q, 2H. J* 
7.0Hz). 3.58<s,' 3H). 3.47-3.40(ra, 2H) , 3.29-3. 19 (b 
r.-t, 2H), 3.04-2.97(m. 2H). 2.42(s; 3H) . 1.88-1.8 
4(br.-d. 2H), 1.67(sext, 2H, J=7.0Hz), 1.50. 1.48 

fci^i.oo t, 3h,j=7.ohz). (mm&mtL 

X) 

IR'(KBrfi)(cnri): 1702. 1657, 1524. 
BL-S (X— t71/) : 225-227'C 

[0093]HffiW20 3-[l-<6, 7-y'Xh 
*^-2--f yrntVUT^ y-4-^r^V'll-;U) - 
4 -b^Ui/ -/!,-] - l , 2, 3. 4-fK7bFD- 
1. 6-^X^-2, 4-^^rV^^Vy > - 
is ( ft^2 0 ) 

[00 943 l H-NMR(CDCl 3 ) : 8.00(d. 1H, J=1.5H 
z), 7.50(dd, 1H, J=8.5, 1.5Hz), 7.10(d, 1H, J=8.5H 
z), 7.08(s, 1H), 6.99<br.-s, 1H), 5.40-5.20(m, 1 
H), 4.70-4.65(br.-d, 2H). 4. 22-4. 06(m, 5H), 3.57 
(s, 3H). 3.39-3.31(br.-t, 2H>, 2.97-2.93(m. 2H), 
2.42(s. 3H), l.S7-l.S4(br.-d, 2H) , 1.49i5 «klXl.47 
(#* t, 3H. J=7.0Hz), 1.32(d. 6H, J=6.0Hz). (iH 

IR(KBrg)(cm-i): 1699, 1659, 1634, 1542, 1518. 
tt£ (X^ y-;U--^JCf-/U- jr-^;U) : 170-172°C 
[00 9 53 IQS0II2 1 3 - [ 1 - ( 2-v^u^f 
v;UT$y-6, 7-y'xh^y-4-WJ-;H 
-4-t°^y^-yU] - 1 . 2, 3. 4-fh7tHo 



-1, 6-vV^-;U-2, 4 ->-^^y^ ^v* »j y . jg 
Bt*s (Yfc*fl!2 1 ) 

tt. Hjffi^Ji 0O2ra=w»tT; «K*fr&tt£Bfe»£ft 

[0096] ^-NMRfCDClg) S.OHd, 1H. J=1.5H 
z), 7.49(dd, 1H. J=8.5. 1.5Hz). 7.09(d, IH. J=8.5H 
z), 7.09(s, 1H), 6.91(s, 1H), 5.40-5.20(m, 1H), 4. 
37-4.23(br.-d, 2H), 4. 19*3 «tV4. 10 .(«■* q. 2H. J= 
7.0Hz), 4.00-3.80(m. IH), 3.58(s, 3H) , 3.22-3. 13(b 
r.-t, 2H), 3.05-2.97(m. 2H) . 2.42(s, 3H). 2.06-2.0 
3(m. 2H), 1.85-1. 75 (m, 4H), 1.50*3 itf 1.48 
t, 3H. J=7.0Hz), 1.38-1.27(m, 6H). (jftHtfiSi: L 
T) 

IR(KBrft)(cnri): 1702. 1654, 1635. 1599, 1542. 
HoSl (SSxf;P): 170-173'C 
[00 9 7 3 1WI2 2 3- [ 1- {2~i/7u*7 
7-yxh^-4-^t/'J-;H 
-4-b^U^-;U] -1, 2, 3. 4-f h^tFn 
-1, 6-^^-;U- 2, 4-^^fy^V'J> - Jg 
Km <fc*«s2 2) 

a. ^muji o^stc^tT. mmt^za&&u% 

[00983 1 H-NMR(CDC1 3 ) d : 8.15(br.-d. 1H. NH) , 
8.01 (d, 1H, J-1.5Hz), 7.50(dd, IH, J=8.5. 1.5Hz), 
7.10(d, 1H, J=8.5Hz), 7.08(s, 1H), 6.92<s. 1H) , 
5.40-5.20(m.- 1H). 4.69-4.64(br.-d, 2H), 4.20 
UX07 (#/? q, 2H, J=7.0Hz),4.20-4.00(m, 1H) , 3.5 
8(s. 3H), 3. 40-3.31 (br.-t t 2H), 3.02-2.94(m, 2H). 
2.43(s, 3H). 2.00-1. 50 (m, 16H), 1.50 teXtflAl 
(#* t. 3H. J=7.0Hz). (JSBSfifcLT) 
IR(KBri8)(cB-i): 1704. 1699, 1657, 1636, 1359. 
MA (x-TVl-): 231-234-C 
[009 9 3 SSJ6M2 3 3-[l-(6, 

yy^y-2- : e^ i jy-4-^ty'>jx^) -4 

-b^U - 1 , 2, 3. 4-fi7hHn- 

1, 6-^f^-2, 4 -s^r^y y • mm 

i& (ft^ft2 3) 

fl:*ftb(C«iT4»ffll3T»4><t&3- [ 1 - (2- 

6 , 7 -^f-Uy^^f -^rtV'U- 
)V) -4 - b^U - 1 , 2, 3. 4-T-h^b 

Kn-1, 6-^^;U-2, 4 -i^^y^y* >J > 

x\ aie^fts-afeJSAtLTf*^. 

[0 1 0 0 3 ^-NMRfCDCls) S: 8.02(d. 1H. J=2.0H 
z), 7.49(dd, 1H, J=8.6, 2.0Hz), 7.09(s, 1H) , 7.09 
(d. 1H, J=8.6Hz), 6.90(s, 1H) , 6.01(s. 2H) . 5.30- 
5. 10 On, 1H), 4.20-4. 10 (br.-d. 2H) . 3. 90-3. 70 (n. 8 
H), 3.58(s, 3H), 3.10-2.95(m, 4H) . 2.42(s, 3H). 1. 
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S6-1.75(br.-d, 2H>. (jBSittSfcLT) 
IR(KBrfi)(cm-i): 1702, 1654, 1649, 1510. 
ML& (x^y»;U-x-x;U): 278-280 e C 

[oion mmm24 3 - [ 1 - 
-6, 7-> ? ro^>'-4-W , J-;H -4-t: 

- 1 , 2, 3, 4—fh7b Kn- 1 , 6 
-^X^/P-2. 4-^*v4^V'J>' - «K« ({t 
-&S2 4) 

ft^fl3b(CftiT##15!4T't#^S 3- [ 1 - ( 2- 
?oo-6, 7-^ro7K^ri/-4 -^r^V''J-/U) - 
4 -fcf^'J ^*x;U] - 1 . 2, 3, 4-rN7hKn- 
1, 6-^>^-2, 4-y^y^tV" , J>'(ft^ 

ie^w* afield LX'&ti. 

[0 1 0 2] l H-NMR(CDCl 3 ) S: 8.02(d, 1H, J=1.5H 
z), 7.48(dd, 1H. J=8.3, 1.5Hz). 7.10(s, 1H) , 7.08 
(d, 1H. J=8.3Hz), 6.91 (s. 1H), 5.30-5.25<nt, 1H), 
4.30-4.20(br.-d, 2H). 4. 07*3 J: 0*4.00 (** t, 2H, 
J=6.5Hz), 3. 90-3.81 (m, 8H) , 3.58(s. 3H). 3.09-2.99 
(m f 4H), 2.42(s. 3H) , 1.94-1.80(m, 6H) , 1.07(t. 6 

h. j=6.5Hz). mmm.mtLX) 

IR(KBrfi)(cm-»): 1704, 1656, 1631, 1596, 1511. 
IJUfi (X^ S—)U-X.—'fJl'-^-*r>) : 160-163°C 

[0 10 31S8HW2 5 3-[l-(6, 
ro^ ^ - 2 - 'J7-4-W l J X/P ) - 4 
-^'Jy-ZP] - 1 , 2, 3, 4-f h^tFo- 

1, 6-i/7f.^-2, 4-^^y^^/U> ■ J^S! 
is <{L£*2 5) 

ft^«JbCft^T##«5 3 - [ 1 - ( 2- 
;dd~6, 7->Myrn^y-4-^ty'J- 

-4- b^l/ i/XyU] - 1 , 2. 3. 4-T*h^t 
Ko-1, '6-^^-2. 4 -^t^V^-^/'J V 

[01 04] 1 H-NMR(CDC1 3 ) tf: 8.02(d, 1H, J=1.5H 
z), 7.5S(dd, 1H, J=8.5, 1.5Hz), 7.22(s. 1H) , 7.08 
(d, 1H. J=8.5Hz), 6.92<s, 1H), 5.30-5. 10(m, 1H), 
4.69*5 ±1X4.41 (#* sept, 1H, J=6.0Hz), 4.29-4.26 
(br.-d, 2H), 3.90-3.75(m, SH), 3.58(s, 3H) , 3.09- 
2.98(m. 4H), 2.42(s, 3H), 1.82-1. 79 (br.-d. 2H) , 1. 
42 *>±tXl.34 <** d ( 3H, J=6.0Hz). mf&i&mt 
LX) 

IRWBrftXcr 1 ): 1704, 1652, 1543, 1510. 

BL-S <x?y-;U-i£l£x^/U--x-7VU): 189-192 8 C 

[0105] mmm26 3 - [ 1 - < 1 -<o*jiv* 

^y-6->h= J fy-2-^'Jy-4-^/^ 
)V) i^x/U] - 1 , 2, 3, 4-^-h^t 

Ku-1, 6-i/^f-/P-2, 4-^y^/»JV 

-fl:^b^ft^r##^J6T*1f^^^3- [1- (7- 



y*>Jx;U) -4-h fi ^»Jf/x/>] - 1 . 2. 3. 4-f 
h7tKn-l, 6-^^W-2, 4-y^y^ft 

[0 1 0 6] ^-NMRtCDClg) 8.02(d, 1H, J=1.5H 
z), 7.51-7.26(m, 6H) , 7.10(s, 1H). 7.0S(d, 1H, J= 
8". 5Hz), 6.99(s, 1H), 5.40-5.20(m, 3H) , 4.30-4.20(b 
r.-d. 2H). 3.92(s. 3H) , 3.9O-3.60(m. 8H) . 3-58(s, 
3H), 3.21-2.95(m, 4H), 2.42(s.3H). 1.83-1.75<br.- 
d, 2H). {WBX&bLX) 

-IROCBrftXcnr 1 ): 1704. 1657, 1649. 1540. 1273. 
HL£ (X~f A'): 176-178°C 

[0107] mmm2 1 3-[i-(6.7-^h 

*y-2-*/I'*yy-4-*^V'»Jx/l,-) ~4-f^ 
>Jy-/H^f^-l, 2, 3, 4-f h7th'D- 
1 , 6-isX+)V-2 . 
m27) 

-ft^ttatC«iT»#Wl7Ti»feiX&3- [ 1- (2- 
7-y7h^fy-4-WJ^)-4 
-t^U^x/U] 1 , 2, 3. 4-fh7tH 

n-1, 6-x>f-;U-2, 4-^^V^r-t-y i J>' 
(ft^rfth ) 300mg(0.59mmol) SrffllV gUHEtLT^ 
f;^A7S K(cit;cTN-p<^-/Wb , u'j itsyzm 

Omg (1R^76% ) e^tlttl^!. 
[0 1 08] »H-NMR(CDC1 3 ) 8.02(s, 1H), 7.48(d, 
1H, J=8.4Hz), 7.12(d, 1H. J=8.4Hz), 6.98<s, 1H). 

6.92(br.-s, 1H), 4. 16-4.Q4(br.-d, 4H) , 3.97 *>±tX 

3.92 s, 3H), 3.S0(br.^>, 8H) . 3.65(s, 3H) . 

3.07-2.98(m, 2H). 2.42(s, 3H) , 2.28-2. 10(m.- 1H) , 

1.83-1. 59(m, 4H). 

IkS CX^y-A'-*): 255-256'C 

[0109] mmm2 s 3 - { i - [ 2 - b** < 2 - 

t Fn^yXf/Kriy-6, 1 -'J* h^r^-4 - 
WJ-;P] -4-b*^»J> ;: x;H 1 , 2, 

3, 4-f h7tHn-l, 6-^f-/U-2, 4 - ^ 

^yWJy (ft^W2 8) 
^'jyWUtyx^y-^r^y^fflv^Wl- 

[0 1 1 0 ] 1 H-NMR(CDC1 3 ) d: 8.02(s. 1H), 7.50(d, 
1H, J=8.6Hz), 7.12<d, 1H, J=8.6Hz), 6.96(s, 1H), 
6.87(br.-s, 1H) , 4. 17-4.04(br.-d, 4H) , 3.98 *>±tX 
3.91 <#* s, 3H), 3. 91-3. 82 (in, 8H) . 3.60(s, 3H), 
3.04-2.95<br.-t, 2H) . 2.42(s, 3H) , 2.31-2. 13 (m. 1 
H). 1.88-1.77(br.-d, 2H) , 1.71-1. 57 (m. 2H) . 
it£ (^^y-;u- 7 J<): 223-224*C 

[oiii] mmm2 9 3-{2-[i~(6,7- 
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-b^'J iS-jl] x-^/l-; - 1 . 2. 3. 

KD-6-^f;i/-2, 4-^y^tvy>' (ft^- 

«32 9) 

##^J 1 3Ti#oil£4- [ 2- ( 2-T$y-5-^ 

-f/ix^yM /pt $ y ) x-^/u] - l - ( 6 , i-v* 

V (fl^fti ) 540mg(1.01mmol) C^oaRRxf/HO 

^rS B B B^r^^-r^tcJ:0. 4- [2 - (2-xK 
i^yUtfx^T = 7 - 5 f/K^/^f /UT $7) X 
^7U] -1- (6, 7-S^y 

4 - * ^ V" U —VP ) b°^ y V xrM&rftito £ 430mg f§ 
tz, Z ^Mi$t^ £ x ? y - /HOml (cigfc? L . diHi* 
BKfc# »J ^A210mg £flD;t, 1 B*PaSDaffliSL^. 
£«lIS*Lfcf*. J5aECC*S:iai. ^nn^UAT'i 

b b b> LT*#/c. 

[0 112] »H-NMR(CDC1 S > 8.95(br.-s, 1H, NH), 

7.92(s. 1H), 7.42<d, 1H, J=8.3Hz), 6. 99-6. 96 (m, 3 
H), 4.20-4.12(m. 4H) , 4.00& £lf3.92 (#* s, 3H), 

3.80(br.-s, 8H), 3. 14-3.00(br.-t, 2H) , 2.40(s, 3 
H), 2.01-1.97(br.-d, 2H) , 1.74-1. 54 (m, 5H). 
Bl£ (^y-^-*): 185-188°C 

[0 11 3] HJ6M3 0 3-{2-[l-(6, 7- 

-t^'Jy-;H if/U-1, 2, 3. 4-^F^b 
KD-1, 6-^y^;u-2, 4-^^rV^^/tJ>' 
(ft^ftSO) 

HSfcM 2 9 Tlf '^ilfcffciSlft 2 9 , 350mg(0.7mraol) £ 
"^fyutwl/^r $ F5ml fclSSJBL, ^^^60% 7K^HL^ 
F 'J ^A42mg(1.05mnol)fc'«t^3^-fb> ^KUml (1.54 
nimol) Srfln*. ISt 1 B^HMfP Lit . §&W&4fc;T^ 

»xf-;wT»aiL. wawsra^ <e«Lfc. mmzm 

[0 1 1 4 ] l H-NMR(CDCl 3 ) 8.02(s, 1H) . 7. SOW, 
1H, J=S.6Hz), 7.11(d, 1H ( J=8.6Hz), 6.98(s. 1H) , 

6.95(br.-s, 1H) , 4.18-4.06<m, 4H) f 3.99 
(#*s, 3H), 3.81(br.-s, 8H), 3.59(s, 3H), 3.12- 

2.95(m, 2H), 2.42<s, 3H) . 2.05-1. 91 (m, 2H), 1.80- 

1.42(m. 5H). 

MU& (x?y-;U-x— r;W: 138°C 

[0115] 1 3 - I 2 - { 1 - [ 2 - b'X 

( 2 - b Fn^yXf/H 7^7-6, 

-4-b^'J^x/U} x^/U} - 
1. 2, 3, 4-f h7t Ko-6-7f^-2, 4- 



^y^ft/yy ( ft^3 l ) 

ft-&*itZftiT##Ml4Tt#<?>il-l>4- [2 - (2 

- 7 5 y - 5 - ^f ;^vvm ;i/7 = y ) xf /i,] -i 
- [ 2 -b"X ( 2-b Fodfyxf/M T^y-6, 7 
-i/7Ky-4-WJ-;H b c ^U^> (-ft^ 

j ) *fflv*6iaw±. iasffli2 9^*fefc:j|fetT. ate 

[0 116] *H-NMR(CDCI 3 ) d: 7.91 (s, 1H), 7.40(d, 
1H. J=8.6Hz), 6. 99-6. 95 (m, 3H), 4. 16-4. 11 <m. 4H) , 
3.96 *3j:l/3.91 <#* s, 3H) , 3.94-3.84(m, 8H) , 
3,09-3.00(br.-t, 2H), 2.40(s, 3H). 2. 02-1. 97 (br.- 
d, 2H), 1.80-1. 49 (m, 5H) . 

(y^y-/U— *): 167-169°C 
[0 117] ##I?1J1 3 - [1- ( 2-;ao-6, 
7-i/'y h=3ry-4-W'J-/H -4-b°^U£/x 
/H-l, 2, 3. 4-fh7tFn-l, 6-^^ 
;u-2, 4-y^y^/yy (fcl^a) 
»-SB : ##fJ7Ti#^iX^ 3 - ( 1 -x 

;W-4 -b c ^U^-;U) - l , 2, 3. 4 -^h^ 
bFn-1. 6-y7f/l/-2, 4-^*^y*^/y 
V (^L^S) 5.0g(14.5mmol)^48% «^t**K50mHC 
Ml, 1.5 mffiHl«»3BELfc. Stt*S*L*:«. JS 
^(cx^y-;U^iDi.. «f£BL^SftS:^IX-r&^i:^ 
i 1 }. 1. 2, 3. 4-fh7tFn-l, 6-^>^ 
}V-2, 4-^^rV-3- (4 -b°^U >?x;U) ^■f 

yyy-ftfbJcawaas.tMg (ir$99% > ^efe*g B B B $- 

[0 118] l H-NMR(DMSO-d 6 ) ^: 7.85(d, 1H, J=2.0H 
z), 7.60(dd f 1H, J=8.6. 2.0Hz), 7.35(d, 1H, J=8.6H 
z), 5.16-5.07(n. 1H), 3.49<s. 3H), 3. 41-3. 36 (br.- 
d, 2H),3.13-3.05(m, 2H), 2.86-2.73(m, 2H). 2.38(s, 

3H), 1.81-1.77(br.-d, 2H) . IR(KBr|g) (era" i ) : 1696. 
1627. 1512. 

(X^y-;U): >;300 -c 

[0119] mzjffi : m-fm^htitzm^mm 

JB2.0g(5.65mmol)±Jj:t^2 ? 4 - y^on-6 , 7-^ 
y h^^-t-y'Uyi.47g(5.65mmol) ^y ^y— ;M0ml 
tCg&SL, ClfKCh 'Jxf;|/7 5 >2.0ml(14.1inmol) £ 

tot, 2ftiasiesaraELfc. it^^s*L. » 

aEfciTkSrJPi. ^fttJL^B e B^iFKL/c 0 *SB e B^*fej; 
V^^y-;u-«!fe»-r&ctt:J:0. «Heffr&«!i*2.27 
g (IR^81% ) afe*S B B B ^ LT»/S. 

[ 0 1 2 0 ] 1 H-NMR(CDC1 3 ) ^ : 8.01 (d, 1H, J=1.0H 
2), 7.49(dd. 1H, J=8.5. 1.0Hz), 7.26(s, 1H) , 7.14 
(s, 1H). 7.10(d, 1H, J=8.5Hz), 5.38-5.26(m. 1H) , 
4.50-4.45(br.-d, 2H) . 4.01, 3.99±><tt^3.58 
s. 3H), 3.29-3.20(br.-t, 2H) , 3. ll-2.96(m, 2H). 2. 
42 (s, 3H), 1.90-1.85(br.-d f 2H). 
IR^Bri^Xcm- 1 ): 1706, 1655, 1512. 1480, 1218. 
HL^ (x-^;lx): 234-236'C 
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[0121] ##CT2 3 - [1- (2-?on-6, 
7-xXh^-4-^y'';x/U) -4-WJis- 
/U] - 1 , 2, 3 , 4-fh7tFo-l, 6->-^^ 
/U-2, 4 -y**V*t/ U > (-ffc&ftb) . 
2, 4-y7no-6, 7 - ^ h*^*^/ U VCft 

[0 122] *H-NMR(CDC1 3 ) d: 8.01<d, 1H, J=1.3H 
z), 7.49(dd, 1H, J=8.6. 1.3Hz), 7.16(s. 1H), 7.15 
(s, 1H), 7.09(d, 1H, J=8.6Hz), 5.31-5.25<m, 1H), 
4.46-4. 39Xbr.-d, 2H) , 4.22*5 «fctf4. 17 («•* q. 2H. 
J=7.0Hz), 3.58(s, 3H). 3.25-3. 16<br.-t, 2H) , 3.10- 
2.99(m. 2H). 2.42{s. 3H) , 1.88-1. 83 (br.-d, 2H) . 1. 
53*3 J: 1.52 t. 3H, J=7.0Hz). 

IR(KBr^)(cnri): 1694, 1657. 1511. 1336, 1033. 
Ii* J—)V-*)\ 209-210'C 

[0123] 3 3 - [ 1 - ( 2-?nn-6, 

7-^f-U>-^^>-4 -^r^/y-;U) -4-b'^ 
•Jy-;H - 1 . 2, 3, 4-fh7tKD-l, 6- 
s/7.fil/-2, 4 -zsttV^WJ* Mt&foc ) 
2, 4-y7nn-6, 7 - ^ Mf^-^/y VtCft 
£T2. 4-y;nn-6, 7 ->f-U>-^^f 

yyv-Srffl^siawi. ##Ml^**tC*tT. Sid 

[01 2 4 ] 1 H-NMR(CDC1 3 ) ff: 8.01 (d, 1H, J=1.5H 
z), 7.49<dd, 1H P J=8.6, 1.5Hz), 7.18(s, 1H) , 7.15 
(s, 1H). 7.09(d. 1H. J=8.6Hz), 6.12(s, 2H) . 5.34- 
5.24(01. 1H); 4. 37-4. 32(br. -d. 2H) , 3.58<s, 3H) . 3. 
22-2.96(m. 4H). 2.42(s, 3H>. 1 . 86-1. 82 (br.-d, 2H). 
IRCKBrfiXcnr 1 ): 1703.- 1649, 1620, 1509, 1464. 
Si* (»iSx^W-x-T"^):-'278-280X: 

[0 12 5] ###94 3 - [1- ( 2-?on-6. 
7 - y/n^ is - 4 - ^ V U ) - 4 - 'J 
-/U] - 1 . 2, 3. 4-r-h^b KD- 1 , 6-v> 
t^/U- 2, ^-y^y^tV'Jy (ffc&WcI') 
2. 4-y;nn-6, 7-y7 h^yWJyWt 
>1"C 2 , 4-y7nD-6, 7-^70^^^/^ 

[0 1 26] iH-NMR(CDClg) d: 8.02(d, 1H, J=2.0H 
z), 7.49(dd, 1H, J=8.6, 2.0Hz), 7.16(s, 1H) . 7.14 
(s, 1H), 7.09(d, 1H, J=8.6Hz), 5.35-5. 10(m, 1H), 
4.46-4.40(br.-d, 2H) , 4.09^^1X4.05 (#^r t, 2H, 
J=6.5Hz). 3.58(s, 3H) , 3.25-3. 16 (br.-t, 2H) , 3.08- 
2.99(m, 2H), 2.42(s, 3H) , 1.95-1. 84 (m, 6H), 1.09& 
XX/1.08 (#* t, 3H. J=6.5Hz). 
HKKBHSHcar 1 ): 1700. 1665, 1655. 1510. 
Si* (x--r;U) : 171-173*C 

[0 127] ##W5 3 - [ 1 - (2-;na-6, 



7~>M y7UWy-4-^t/'J-/l-) -4 -b°^ 
ij^x/l^] - l , 2. 3, Fo- 1,6- 

;y\Xf-;U-2, 4~v;f*7*^/ , J> UL^fte ) 
2, 4-y7oo-6, 7 h*i^+Vl> Xcft 
i.T2, 4 ~y'7nn-6 , 7-yMV7n^yJrt 

yy>-tffl^&ia*Mi. ##wico^tc^tT, ace 

[0 1 28] 1 H-NMR(CDC1 3 ) 8.01(d. 1H. J=1.5H 
z), 7.49(dd. 1H, J=8.5. 1.5Hz), 7.26(s. 1H), 7.18 
(s, 1H). 7.09(d. 1H, J=8.5Hz), 5.32-5.24(m, 1H) , 
4.69& e fc*/4.55 sept, 1H. J=6.0Hz). 4.52-4.50 

(br.-d, 2H), 3.58(s, 3H) , 3:26-3. 18(br.-t. 2H) , 3. 
09-2.94(m. 2H), 2.42(s. 3H) , 1 .87-1.83<br. -d, 2H) , 

1.44 i 1/1.38 d, 3H, J=6.0Hz). 

IR(KBrf8Xcm-i): 1699, 1657. 1479. 1460, 1246. 
SI* (X—f/W: 130-132X: 

[0129] ##CT6 3 - [ 1 - ( 7 -Oi^M-^r 
y-2-^on-6-> h^y-4~^tV"iJ^) - 
^x;U] - 1 , 2, 3. 4-fh7th'n- 

1, 6-iSX*/ls-2. 4-is**V*+YV> 
»f ) 

2, 4-y7on-6, 7 h^v^V'J Weft 
i.T7-^>'y/Wy~2 1 4-y7nn-6-^h 

[0 1 30] 1 H-NMR(CDC1 3 ) 8.01(d, 1H, J=1.5H 
z), 7.51-7. 32(m, 6H) . 7.21(s, 1H) ( y.l6(s, 1H), 7. 
09 (d. 1H, J=8.3Hz), 5.40-5.20(ra, 1H), 5,27(s. 2H) , 

4.45-4.41 (br.-d. 2H) , 3.98 &<fcl/3.58 s, 3 

10 . 3.26-3. 17(br.-t. 2H) , 3.10-3. 00(m. 2H) . 2.42 
(s, 3H), 1.88-1.85(br.-d, 2H) . 
IR(KBrfgXcm-i): 1701, 1645. 1503, 1429. 
|£* (g^xf;l/-x-f/l/): 146-150°C 

[0131] ##W7 3 - ( 1 -xh^y^y^:-^ 
-4-b°^U ^x;U) -1, 2. 3, 4-f h7th'D 
-1. 6-^^-2, 4-«>'^yWJ V (-ft 
) 

hem. Pharm. Bull.). 34^. 1 907-1 9 1 61 

( i 986^) sxi0)-%mizmkx&t>tLi>3- < i- 

xh^^;Ud<x;U-4-b a ^tJ£y r x/U) - l , 2, 

3, 4-ff7hh'D-6-^f^-2, 4 V 
^r^/ , J>1.0g(3.02minol)$'fflW Htfe^J3 0c7)y^S^ 
*tT. SfB^tt$:745.6iag (1R^72X ) Qfe^i: 

[ 0 1 3 2 ] 1 H-NMR(CDC1 3 ) ^: 7.99(d. 1H, J=2.0H 
z). 7.45(dd, 1H. J=8.6, 2.0Hz), 7.07(d, 1H, J=8.6H 
z), 5.17-5.06(m. 1H) . 4.40-4.20(m, 2H) , 4.14(q. 2 
H, J=7.3Hz). 3.55(s, 3H) , 2.96-2.82<br. -t, 2H) . 2. 
77-2. 64 On. 2H) , 2.41 (s. 3H). 1.66-1.61 (br.-d. 2H) , 



(23) 
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1.27{t. 3H. J=7.3Hz). 
IR(KBr^)(cm"i): 1702. 1680. 1658. 1240. 
ML* (X-tVP): 156-157°C 

[0 13 3] ##^1JS 3- ( 1 -xb^y^;Kf-;P 
7P) y^/P- 1 , 2. 3. 4-f b7 
tKo-i, 6-v\Xf-;t*-2, 4-^^fy^-^v r, J 
>- (ffc&ftk) 

3- ( 1 -Xh^y^'-;l,-4-tX'Jy-/l') - 
1. 2. 3. 4-f h7tb'n-6-^f;l/-2, 4 - 

tfx^-4-tv^y >'x;u) yfvu-i , 2, 3, 4- 

f h7tFn-6-^f/l-2, 4-x^yWJ 
>2.74g(7.94ramol) J^Ki, ###1 7 (Ojj&dZ 

mtX. flfett^£2.40g (lRsfS84X ) S^Bili: L 

[ 0 1 3 4 ] 1 H-NMR(CDC1 3 ) d: 8.01 (s. 1H), 7. SOW, 
1H, J=8.6Hz), 7.11(d, 1H, J=8.6Hz), 4.28-4.07<m, 
4H). 4.02<d, 2H, J=7.3Hz), 3.59(s, 3H), 2.74-2.65 
(br.-t.2H). 2.42(s, 3H) . 2.10-1.96(m. 1H) , 1.66-1. 
62(br'.-d, 2H) . 1.39-1.16(m.5H). 
[0 13 5] ##CT9 3 - [ 1 - (2-^nn-6, 
-7-y7h^y-4-WJ-W - 4 - tf ^ 'J 
/lO^^l-— 1, 2, 3, 4 -f h7t Kn- 1 , 6- 
iS**jU- 2. 4 -^^V^^V'JV (fb^h ) 
ft^fl! g (eft*. T ###J 8 "C» £*ifcffc&ft k £ ffl v> & 

ftfcl/t»fc (IR*, 2SB64X ) . 

[0 1 3 6] l H-NMR(CDCl 3 ) d : 8.03(s, 1H) , 7.51(d. 

1H. J=S.6Hz). 7.16(s, 1H) . 7.13(d. 1H. J=8.6Hz). 
7.05(s, 1H). 4.29-4.24(br.-d. 2H) , 4.12(d, 2H, J= 
6.9Hz),3.99. 3.97 (#* s, 3H) , 3.12-3. 

04(br.-t. 2H) ( 2.43(s. 3H) .2.38-2. 24(m 1H> . 1.89- 
1.85(br.-d, 2H) . 1.71-1. 64 (m ,2H). 
|ta C*?y— 270-27rC 

[0 1 37] ##f?U 0 1 - ( 2-?dd-6, 7- 
s/y h*^-4-*^/yx/P) -4~ [2- (5-y 

5-^f-;U-2--hnSS#K2.5g(11.8mmol)^J^{L 
f-^x/PlOml&jD*.. 100 "CT'1.5 B^M&Ut. 

l^>(Chem. Pharm. Bull,). 38t, 3014-30 

191(1 990^) te£xf*<wm*mm<?>'}5mz 
mt~a"hti&4 - (2-r = yxf;H - 1 - < 2- 

;oo-6, 7-> ; y h*i/-4-^7"'J-/U) t"^ 
U i^>2. 5g^y7nax^y izmm L . <rixt::h 'Jxf 
7!/7S>-9.7ml S-afl^, Sffl"COfPL3ta, ff?SASrS 



^83% ) SfelSAfcLTW*:. 

[0 1 3 8] »H-NHR(CDC1 3 ) 7.99(d. 1H. J=8.2H 
z). 7.35<d, 1H. J=8.2Hz), 7.30, 7. 16*3 J: t<7.06 (# 
* s, 1H), 5-82(br.-s. 1H, NH) , 4. 34-4. 29(br.-d, 2 
H) f 3.99i$J:tf3.98 (#* s. 3H), 3.61-3. 54 (m. 2H) , 

3.20-3. 10<m, 2H), 2.46(s. 3H) , 1.99-1. 94 (br.-d. 2 
H), 1.79-1.47(m, 5H). 

[0 139] 1 1 - ( 6. 7-j/y b*>— 

2-^'jy-4-W'J-/I,) -4- [2- (5 
-y^/P- 2-xhD^yyOf ypr S y) x^;u] 

OTi»«l^k-&iftm i 2.5g(4.S7mmol)£ffl 

a, e o u vj y t: m v * & law* . mtm i^mzmc 

X. SB&ft:*ttl£2.29g (1R^83% ) SfeiSftfcLTW 

[0 1 4 0] iH-NMR(CDClg) d: 8.00(d. 1H. J=8.2H 
z), 7.35(d. 1H, J=8.2Hz), 7. 30fcJ:l/6.99 s, 
1H). 6.93(br.-s, 1H) . 5.74<br.-s, 1H, NH). 4.17-4. 
12(br.-d. 2H). 3.98 ^1^3.93 s. 3H). 3.81 

(br.-s, 8H). 3.61-3. 48 (m. 2H) .3.07-2. 99 (br.-t, 2 
H), 2.46(s f 3H), 1.94-1.89(br.-d f 2H) , 1.70-1.32 
(ra, 5H). 

[0141] ##^SJ 12 1 - [ 2 - t'X ( 2 - 1 Ho 
af^x^) ra/-6, 7->'^h^r^-4-^^V 
tj-n,] - 4- [2 - ( 5-^f/l'-2-xbn\yy' 
-f;ur$ y ) x^/u] b°^y^v (fb&ftio ) 

^t-^ftlm. 4.0g(7.80mmol)Srffll^ ^e;^ U XCft^T 
^x^y-;UTav$:fflV^41^Mi. StPJl 1 o^rffi 
«ie^«ilS:3.24g (JR*7i% 

[0 1 4 2] iH-NMRCCDCls) ^: 7.99(d f 1H. J=8.6H 
z). 7.35(d. 1H, >8.6Hz>. 7.30(s, 1H) . 7.02(br.^. 

1H), 6.95(s. 1H), 5.S6(br.-s. 1H, NH) , 4.21-4.16 
(br.-d, 2H). 3.97^ £1/3.92 s, 3H) . 3.92-3.8 

4(m. 8H), 3.60-3- 52 (m, 2H), 3. 13-3 . 04 <br . -tv 2H) . 
2.47(s, 3H). 1.98-1. 93 (br.-d, 2H), 1.85-1. 45 (ra. 5 
H). 

[0 14 3] ##M1 3 4-[2-(2-T^y-5 
-*frW<y*f<4Jl'T$S ) x^yU] -1- (6. 7- 

^y h^rv-2 -^e;u^'j y-4 - 

##^J1 lTIf ^ilfeft^ftn. 2.06g(3.65mmol) ^X 
^y-;1^60raU*!g?St. ZtilZlQX ^y^J^XmMSO 
Orag SrJni. 7]c*»HftT, ^T20^M#Lfc. r 

fctiO. MEtt;£fl!l61.6Qg (IR*82% ) afe^ B e ah 



# • 
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[0 I 44 3 l H-NMR(CDCl 3 ) S: 7.10<s, 1H) , 7.03(d, 
1H. J=S.2Hz), 6.98(s, 2H) . 6.62(d, 1H, J=S.2Hz), 

6.10(br.-s. 1H). 4.18-4. 14 (br.-d. 2H), 3.98 fcitf 

3.92 <#* s, 3H). 3.84-3.79(m. 8H) . 3.54-3. 47 (m. 

2H), 3.07-2.9S(br.-t, 2H) , 2.24 (s, 3H) . 1.93-1.89 

(br.-d, 2H), 1.80-1.47<m, 5H). 
[0 14 5] ##W!l 4 4 - [2 - (2-7=7-5 

-^f-;u^vy^;ur a y ) xf/p] — 1 - [ 2-f^ 

(2-hFn^yXf;l/)7^y-6, 
#t«l 2Ti#^iX^^feo, 2.87g(4.93mmo!) 



2.12& (UmiSX ) fifeg a B a l:Lt^ 0 

[0 1 46 3 l H-NMR(CDCl 3 ) S: 7.10(s, 1H), 7.04(d. 

1H, J*8.2Hz). 6.94(s, 2H), 6.62W, 1H, J=8.2Hz), 
6.10(br.-s, 1H), 4.15-4.10<br.-d, 2H) , 3.96 
3.91 (#* s, 3H), 3.90-3.83(m, 8H) , 3.54-3. 47<m, 
2H), 3.07-2.9S(br.-t, 2H) , 2.24(s f 3H) , 1.96-1.91 
(br.-d, 2H), 1.79-1. 46 (a, 5H) . 

[0147] 
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